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CLAIMS 



1. A compound of Formula (I) and pharmaceutically 
acceptable salts thereof: 
Formula (I) 



group selected from a set of groups consisting of a pyridyl 
group, a pyrimidinyl group, a pyradinyl group, a 
pyridazinyl group, a thiazolyl group, an isothiazolyl group, 
an oxazolyl group, an isoxazolyl group, a pyrazolyl group, 
a pyrrolyl group, an imidazolyl group, an indolyl group, an 
isoindolyl group, a quinolyl group, an isoquinolyl group, a 
benzothiazolyl group, and a benzoxazolyl group, which: 
1) may be substituted with one to three of the same or 
different substituent ( s ) selected from a set of groups 
consisting of a lower alkyl group, a hydroxyl group, a 
cyano group, halogen atoms, a nitro group, a carboxyl group, 
a carbamoyl group, a formyl group, a lower alkanoyl group, 
a lower alkanoyloxy group, a hydroxy lower alkyl group, a 
cyano lower alkyl group, a halo lower alkyl group, a 
carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di-lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 




, wherein: Ar is a nitrogen-containing heteroaromatic ring 




alkylcarbamoyloxy group, a di- lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di- lower 
alkylaunino group, a tri- lower alkylanimonio group, an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a 
5 di- lower alkylamino lower alkyl group, a tri -lower 
alkylaramonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkanoylamidlno lower alkyl 
group, a lower alkylsulf inyl group, a lower alkylsulf onyl 
group, a lower alkylsulf onylamino group, a hydroxyimino 

10 group and a lower alkoxyimino group, or groups represented 
by a formula Yi-Wi-Ya-Rp (wherein: Rp is any of a hydrogen 
atom, or a lower alkyl group, a lower alkenyl group or a 
lower alkynyl group which may be substituted with one to 
three of said substituent (s) , or a cyclo lower alkyl group, 

15 an aryl group, a heteroaromatic ring group selected from a 
set of groups consisting of an imidazolyl group, an 
isoxazolyl group, an isoquinolyl group, an isoindolyl group, 
an indazolyl group, an indolyl group, an indolizinyl group, 
an isothiazolyl group, an ethylenedioxyphenyl group, an 

20 oxazolyl group, a pyridyl group, a pyradinyl group, a 
pyrimidinyl group, a pyridazinyl group, a pyrazolyl group, 
a quinoxalinyl group, a quinolyl group, a dihydroisoindolyl 
group, a dihydro indolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 

25 group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 
group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 
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an aliphatic heterocyclic group selected from a set of 
groups consisting of an isoxazolinyl group, an 
isoxazolidlnyl group, a tetrahydropyridyl group, an 
imidazolidinyl group, a tetrahydrof uranyl group, a 
5 tetrahydropyranyl group, a piperazinyl group, a piperidinyl 
group, a pyrrolidinyl group, pyrrolinyl group, a morpholino 
group, a tetrahydroquinolinyl group and a 
tetrahydroisoquinolinyl group, each of which cyclic group 
may be substituted with one to three of said substituent (s) 
10 or, furthermore, may have a bicyclic or tricyclic fused 
ring of a partial structure selected from a set of groups 
consisting of: 



15 ; Wi is a single bond, an oxygen atom, a sulfur atom, SO, 

SO2, NRq, SOzNRq, N(Rq)S02NRr, N(Rq)S02, CH(ORq), CONRq, 

N(Rq)CO. N(Rq)CONRr, N(Rq)COO, N(Rq)CSO, N(Rq)COS, C(Rq)=CRr, 
C = C, CO, CS, 0C(0), OC(0)NRq, OC(S)NRq, SC(0), SC(0)NRq and 
C(0)0 (wherein: Rq and Rr are each either a substituent 

20 selected from a set of groups consisting of (i) a hydrogen 
atom, (ii) a substituent selected from a set of groups 
consisting of a lower alkyl group, a cyclo lower alkyl 
group, a hydroxyl group, a cyano group, halogen atoms, a 
nitro group, a carboxyl group, a carbamoyl group, a formyl 

25 group, a lower alkanoyl group, a lower alkanoyloxy group, a 
hydroxy lower alkyl group, a cyano lower alkyl group, a 
halo lower alkyl group, a carboxy lower alkyl group, a 
carbamoyl lower alkyl group, a lower alkoxy group, a lower 
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alkoxycarbonyl group, a lower alkoxycarbonylamino group, a 
lower alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 
5 lower alkylcarbamoyloxy group, an amino group, a lower 
alkylamino group, a di- lower alkylamino group, a tri- lower 
alkylammonio group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di- lower alkylamino lower 
alkyl group, a tri -lower alkylammonio lower alkyl group, a 

10 lower alkanoylamino group, an aroylamino group, a lower 
alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
group, a lower alkylsulf onyl group, a lower 
alkylsulf onylamino group, a hydroxyimino group and a lower 
alkoxyimino group, or (iii) a lower alkyl group, an aryl 

15 group or an aralkyl group which may be substituted with one 
to three of said substituent(s) . ) ; and Y2 are each, the 
same or different, a single bond or a straight -chain or 
branched lower alkylene group which may have any of said 
bicyclic or tricyclic fused ring); 

20 2) may have a five- to seven- member ed fused ring selected 
from a set of groups consisting of: 



which may be formed together with the carbon atom of said 
nitrogen-containing heteroaromatic cyclic group, on which 
25 the substituent, which is selected from a set of groups 
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consisting of a lower alkyl group, a lower alkanoyl group, 
a lower alkanoyloxy group, a hydroxy lower alkyl group, a 
cyano lower alkyl group, a halo lower alkyl group, a 
carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di- lower 
alkylamino group, a tri- lower alkylammonio group, an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a 
di-lower alkylamino lower alkyl group, a tri-lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkylsulf inyl group, a lower 
alkylsulf onyl group, a lower alkylsulf onylamino group, and 
a lower alkanoylamidino lower alkyl group (hereinafter 
indicated as ring-substituent ) stands, the carbon atom next 
to said carbon atom, and a carbon atom, an oxygen atom 
and/or a nitrogen atom on said ring-substituent; 



3) may have a five- to seven- member ed ring selected from a 
set of groups consisting of: 



or. 





and 




which may be formed together with the carbon atom of said 
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nitrogen-containing heteroaromatic group on which a 
substituent represented by the formula Yi-Wi-Y2-Rp (wherein: 
Yi. Wi, Y2 and Rp have the same meanings as stated above) 
stands, the carbon atom next to said carbon atom, and a 
carbon atom, an oxygen atom and/ or a nitrogen atom on said 
ring- substituent . 

; X and Z are each, the same or different, a carbon atom or 
a nitrogen atom, or being taken together with Ri or R2 
and/or R3 which may exist on X or Z, form a CH or a 
nitrogen atom; Y is CO, SO or SO2; Ri is any of a hydrogen 
atom or a substituent represented by a formula Y3-W2-Y4-RS 
(wherein: Rs is any of a hydrogen atom or a lower alkyl 
group, a lower alkenyl group, a lower alkynyl group, a 
cyclo lower alkyl group, an aryl group, and a 
heteroaromatic ring group selected from a set of groups 
consisting of an imidazolyl group, an isoxazolyl group, an 
isoquinolyl group, an isoindolyl group, an indazolyl group, 
an indolyl group, an indolizinyl group, an isothiazolyl 
group, an ethylenedioxyphenyl group, an oxazolyl group, a 
pyridyl group, a pyradinyl group, a pyrimidinyl group, a 
pyridazinyl group, a pyrazolyl group, a quinoxalinyl group, 
a quinolyl group, a dihydroisoindolyl group, a 
dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 
group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 
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an aliphatic heterocyclic group selected from a set of 
groups consisting of an isoxazolinyl group, an 
isoxazolidinyl group, a tetrahydropyridyl group, an 
imidazolidinyl group, a tetrahydrof uranyl group, a 
piperazinyl group, a piperidinyl group, a pyrrolidinyl 
group, pyrrolinyl group, a morpholino group, a 
tetrahydroquinolinyl group and a tetrahydroisoquinolinyl 
group, all of which may be substituted with one to three of 
said substituent(s) ; W2 is a single bond, an oxygen atom, a 
sulfur atom, SO, SO2, NRt, SOaNRt, N(Rt)S02NRu, N(Rt)S02, 
CH(ORt), CONRt, N(Rt)CO, N(Rt)CONRu, N(Rt)COO, N(Rt)CSO, 
N(Rt)COS, C(Rv)=CRr, C^C, CO, CS, 0C(0), OC(0)NRt. OC(S)NRt, 
SC(0) , SC(0)NRt and C(0)0 (wherein: Rt and Ru are each a 
hydrogen atom or a substituent selected from a set of 
groups consisting of a lower alkyl group, a hydroxy group, 
a cyano group, halogen atoms, a nitro group, a carboxyl 
group, a carbamoyl group, a formyl group, a lower alkanoyl 
group, a lower alkanoyloxy group, a hydroxy lower alkyl 
group, a cyano lower alkyl group, a halo lower alkyl group, 
a carboxy lower alkyl group, a carbamoyl lower alkyl group, 
a lower alkoxy group, a lower alkoxycarbonyl group, a lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di-lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di-lower 
alkylamino group, a tri- lower alkylammonio group, an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a 
di-lower alkylamino lower alkyl group, a tri -lower 




alkylaminonio lower alkyl group, a lower alkanoylamino group, 
an aroylamlno group, a lower alkanoylamidino lower alkyl 
group, a lower alkylsulf inyl group, a lower alkylsulf onyl 
group, a lower alkylsulf onylamino group, a hydroxyimino 
5 group and a lower alkoxyimino group, or a lower alkyl group, 
an aryl group or an aralkyl group which may be substituted 
with one to three of said substituent(s) ) ; Y3 and Y4 are 
each, the same or different, a single bond or a straight- 
chain or branched lower alkylene group) , or Ri is an lower 

10 alkyl group which may be substituted with one to three of 
the same or different substituent(s) selected from a set of 
groups consisting of a lower alkyl group, a hydroxyl group, 
a cyano group, halogen atoms, a nitro group, a carboxyl 
group, a carbamoyl group, a formyl group, a lower alkanoyl 

15 group, a lower alkanoyloxy group, a hydroxy lower alkyl 
group, a cyano lower alkyl group, a halo lower alkyl group, 
a carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 

20 lower alkyl group, a lower alkylcarbamoyl group, a di-lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di-lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di-lower 
alkylamino group, a tri- lower alkylammonio group, an amino 

25 lower alkyl group, a lower alkylamino lower alkyl group, a 
di-lower alkylamino lower alkyl group, a tri- lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkanoylamidino lower alkyl 
group, a lower alkylsulf inyl group, a lower alkylsulf onyl 
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group, a lower alkylsulf onylamino group, a hydroxyiinino 
group and a lower alkoxyimino group, or a substituent 
selected from groups represented by the formula Y3-W2-Y4-RS 
(wherein: Rs, W2, Y3 and Y4 have the same meanings as stated 
5 above ) , or Ri forms a nitrogen atom together with X . ) ; R2 
and R3 are each independently, the same or different, a 
hydrogen atom, a hydroxy group, a lower alkyl group, a 
p lower alkoxy group, or a substituent represented by the 

p. formula Y3-W2-Y4-RS ( wherein: Rs, W2, Y3 and Y4 have the 

UJ 

y° 10 same meanings as stated above), or one of R2 or R3 forms, 

42 together with Ri and X, a saturated five- to eight -membered 



U1 

□ 
=1= 

m 



cyclic group selected from sets of groups consisting of (a) 
and (b): 
(a) 



a ^ ' N- 



and 
(b) 



O.C'.O 

0.0.0 



N-/ and N- 



and another one of R2 or R3 binds to a carbon atom or a 
nitrogen atom on the ring, or to a carbon atom, an oxygen 
atom and/or nitrogen atom on said ring- substituent of said 

20 ring to form a five- to seven-membered ring, or R2 and R3 
are combined to form a spiro cyclo lower alkyl group, or R2 
and R3 are combined, together with Z on which they exist to 
form an 0x0 (keto, or carbonyl) group, or R2 and R3 form, 
together with Z, Ri and X, on which they stand, a saturated 

25 or an unsaturated five- to eight membered cyclic group 
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which may be selected from sets of groups of (a) and (b): 



5 , which may contain one or more kinds of hetero atom(s) 
selected from a group of a nitrogen atom, an oxygen atom 
and a sulfur atom, and which may be fused with any of a 
cycle lower alkyl group, an aryl group, a heteroaromatic 
ring group selected from a set of groups consisting of an 

10 imidazolyl group, an isoxazolyl group, an isoquinolyl group, 
an isoindolyl group, an indazolyl group, an indolyl group, 
an indolydinyl group, an isothiazolyl group, an 
ethylenedioxyphenyl group, an oxazolyl group, a pyridyl 
group, a pyradinyl group, a pyrimidinyl group, a 

15 pyridazinyl group, a pyrazolyl group, a quinoxalinyl group, 
a quinolyl group, a dihydroisoindolyl group, a 
dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 

20 benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 



(a) 





and 
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group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 
an aliphatic heterocyclic group(s) selected from a set of 
groups consisting of an isoxazolinyl group, an 
5 isoxazolidinyl group, a tetrahydropyridyl group. an 
imidazolidinyl group, a tetrahydrofuranyl group, a 
tetrahydropyranyl group, a piperazinyl group, a piperidinyl 
^: group, a pyrrolidinyl group, pyrrolinyl group, a morpholino 

O group, a tetrahydroquinolinyl group and a 

y 

|=i 10 tetrahydroisoquinolinyl group, which may be substituted 
with one to three of the same or different substituent (s) 
selected from a set of groups consisting of a lower alkyl 
group, a spiro cyclo lower alkyl group which may be 

U substituted, a hydroxyl group, a cyano group, halogen atoms, 

ilj 

£1 15 a nitro group, a carboxyl group, a carbamoyl group, a 
formyl group, a lower alkanoyl group, a lower alkanoyloxy 
group, a hydroxy lower alkyl group, a cyano lower alkyl 
group, a halo lower alkyl group, a carboxy lower alkyl 
group, a carbamoyl lower alkyl group, lower alkoxy group, a 

20 lower alkoxycarbonyl group, lower alkoxycarbonylamino group, 
a lower alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 
lower alkylcarbamoyloxy group, an amino group, a lower 

25 alkylamino group, a di- lower alkylamino group, a tri- lower 
alkylaramonio group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di- lower alkylamino lower 
alkyl group, a tri- lower alkylammonio lower alkyl group, a 
lower alkanoylamino group, an aroylamino group, a lower 
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alkanoylamidino lower alkyl group, a lower alkylsulf inyl 



alkylsulfonylamino group, a hydroxylmino group and a lower 
alkoxyimino group, and a substituent selected from groups 
5 represented by the formula Yi-Wi-Y2-Rp (wherein: Rp, Wi, Yi 
and Y2 have the same meanings as stated above); R4 and R5 
are each, the same or different, a hydrogen atom, halogen 
atoms, a hydroxy group, an amino group, or a substituent 
represented by the formula Y3-W2-Y4-RS (wherein: Rs, W2, Y3 

10 and Y4 have the same meanings as stated above), or any of a 
lower alkyl group, an aryl group or an aralkyl group which 
may be substituted with one to three of the same or 
different substituent (s ) selected from both a set of groups 
consisting of a lower alkyl group, a cyano group, a nitro 

15 group, a carboxyl group, a carbamoyl group, a formyl group, 
a lower alkanoyl group, a lower alkanoyloxy group, a 
hydroxy lower alkyl group, a cyano lower alkyl group, a 
halo lower alkyl group, a carboxy lower alkyl group, a 
carbamoyl lower alkyl group, lower alkoxy group, a lower 

20 alkoxycarbonyl group, lower alkoxycarbonylamino group, a 
lower alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 
lower alkylcarbamoyloxy group, an amino group, a lower 

25 alkylamino group, a di- lower alkylamino group, a tri- lower 
alkylammonio group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di- lower alkylamino lower 
alkyl group, a tri -lower alkylammonio lower alkyl group, a 
lower alkanoylamino group, an aroylamino group, a lower 



group , 



a 



lower 



alkylsulf onyl 



group , 



a 



lower 
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alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
group, a lower alkylsulf onyl group, a lower 
alkylsulf onylamlno group, a hydroxyimino group and a lower 
alkoxyimino group, and groups represented by the formula 
5 Y3-W2-Y4-RS (wherein: Rs, W2, Y3 and Y4 have the same 
meanings as stated above); and the formula — represents 
either a single bond or a double bond. 

2. A compound according to claim 1, having a structure of 
10 Formula (I-a), and pharmaceutically acceptable salts 
thereof : 

Formula (I-a) 



, wherein: Ara is a nitrogen -containing heteroaromatic ring 
15 group selected from a set of groups consisting of a pyridyl 
group, a pyrimidinyl group, a pyradinyl group, a 
pyridazinyl group, a thiazolyl group, a pyrazolyl group, 
and an imidazolyl group, and said nitrogen-containing 
heteroaromatic ring group 
20 1 ' ) may be substituted with one to three of the same or 
different substituent(s) selected from a set of groups 
consisting of a lower alkyl group, a hydroxyl group, 
halogen atoms, a formyl group, a lower alkanoyl group, a 
lower alkanoyloxy group, a hydroxy lower alkyl group, a 
25 halo lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
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alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a lower 
alkylcarbaraoyloxy group, an amino group, a lower alkylamlno 
group, a di- lower alkylamlno group, an amino lower alkyl 
5 group, a lower alkylamlno lower alkyl group, a di- lower 
alkylamlno lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkylsulfonylamino group, or 
groups represented by a formula Yia-Wia-Y2a-Rpa (wherein: Rpa 
is any of a hydrogen atom or a lower alkyl group, a lower 

10 alkenyl group or a lower alkynyl group which may be 
substituted with one to three of said substituent ( s ) , or a 
cyclo lower alkyl group, an aryl group, a heteroaromatic 
ring group selected from a set of groups consisting of an 
imidazolyl group, an isoxazolyl group, an isoquinolyl group, 

15 an indolyl group, an ethylenedioxyphenyl group, a pyridyl 
group, a pyrimidinyl group, a pyridazinyl group, a 
pyrazolyl group, a quinolyl group, a benzoimidazolyl group, 
a thiazolyl group, a thienyl group, and a triazolyl group, 
or an aliphatic heterocyclic group(s) selected from a set 

20 of groups consisting of an isoxazolinyl group, an 
isoxazolidinyl group, a tetrahydropyridyl group, a 
tetrahydrofuranyl group, a tetrahydropyranyl group, a 
piperazinyl group, a piperidinyl group, a pyrrolidinyl 
group, a morpholino group, and a tetrahydroisoquinolinyl 

25 group, any of which cyclic groups may be substituted with 
one to three of said substituents, or, furthermore, may 
have a bicyclic or tricyclic fused ring which contains a 
partial structure selected from a set of groups consisting 
of: 



Li 
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; Wia is an oxygen atom, a sulfur atom, NRqa, S02NRqa, 

N(Rqa)S02, CONRqa. N(Rqa)CO. N(Rqa)COO, C(Rqa)=CRra. 0C(0), 

OC(0)NRqa, or C(0)0 (wherein: Rqa and Rra are each, a 
5 hydrogen atom or a substituent selected from a set of 
groups consisting of a lower alkyl group, a cyclo lower 
alkyl group, a hydroxyl group, halogen atoms, a formyl 
group, a lower alkanoyloxy group, a hydroxy lower alkyl 
group, a halo lower alkyl group, a carbamoyl lower alkyl 

10 group, lower alkoxy group, a lower alkoxycarbonyl group, a 
lower alkoxycarbonylamino group, a lower 

alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a lower alkylcarbamoyloxy group, an 
amino group. a lower alkylamino group, a di- lower 

15 alkylamino group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di- lower alkylamino lower 
alkyl group, a lower alkanoylamino group, an aroylamino 
group, and a lower alkylsulf onylamino group, or a lower 
alkyl group, an aryl group or an aralkyl group which may be 

20 substituted with one to three of said substituent (s) ) ; Yia 
and Y2a are each, the same or different, a single bond or a 
straight -chain or branched lower alkylene group which may 
have a bicyclic or tricyclic fused ring.); 

2") may form a five- to six-memb6red ring selected from a 
25 set of groups consisting of: 



together with a carbon atom on said nitrogen-containing 




and 
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heteroaromatic ring group, on which a substituent selected 
from a set of groups consisting of a lower alkyl group, a 
lower alkanoyloxy group, a hydroxy lower alkyl group, a 
halo lower alkyl group, a carbamoyl lower alkyl group, a 
5 lower alkoxy group, a lower alkoxycarbonyl group, a lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a lower 
alkylcarbamoyloxy group, a lower alkylamino group, di- lower 
alkylamino group, an amino lower alkyl group, a lower 
10 alkylamino lower alkyl group, di- lower alkylamino lower 
alkyl group, a lower alkanoylamino group, and an aroylamino 
group exists, the carbon atom next to said carbon atom, and 
a carbon atom, an oxygen atom and/or a nitrogen atom, each 
of which exists in said ring- substituent ( s) ; 



3') may form a five- to six-membered ring selected from a 
set of groups consisting of: 



together with a carbon atom on said nitrogen-containing 
20 heteroaromatic ring group, on which a substituent 
represented by the formula Yia-Wia-Y2a-Rpa (wherein: Yia, Wia, 
Yaa and Rpa have the same meanings as stated above) stands, 
the carbon atom next to said carbon atom, and a carbon atom, 
an oxygen atom and/or a nitrogen atom in said ring- 
25 substituent{s) ; Xa and Za are each, the same or different, 
a carbon atom or a nitrogen atom, or optionally being taken 
together with Ria or R2a and/or Raa on them form a CH or a 
nitrogen atom; Ya is a CO, SO or SO2. Ria is a hydrogen atom 




and 
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or a substituent represented by a formula Y3a-W2a-Y4a-Rsa 
(wherein: Rsa is a hydrogen atom or a lower alkyl group, a 
lower alkenyl group, a cyclo lower alkyl group, an aryl 
group, or a heteroaromatic ring group selected from a group 
consisting of an indolyl group, or an aliphatic 
heterocyclic group selected from a group of a 
tetrahydropyridyl group, a piperadinyl group, a piperidinyl 
group, a pyrrolidinyl group and a morpholino group, all of 
which groups may be substituted with one to three of the 
same or different said substituent ( s) ; Waa is a single 

bond , NRta. CH(ORta) . CONRta. N(Rta)CO, N(Rta)COO, OC(0)NRta 

or C(0)0 (wherein: Rta is a hydrogen atom, a lower alkyl 
group, an aryl group or an aralkyl group which may be 
substituted with one to three of said substituent (s) ) ; ¥33 
and Y4a are each, the same or different, a single bond, or 
a straight -chain or branched lower alkylene group); or Ri 
is a lower alkyl group which may be substituted with one to 
three substituent ( s ) selected from both a set of groups 
consisting of a lower alkyl group, a hydroxyl group, a 
carbamoyl group, a lower alkanoyloxy group, a hydroxy lower 
alkyl group, a lower alkoxy group, a lower alkoxycarbonyl 
group, a lower alkoxycarbonylamino group, a lower 
alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, a 
lower alkylamlno group, a di- lower alkylamino group, an 
amino lower alkyl group, a lower alkylamino lower alkyl 
group, a di- lower alkylamino lower alkyl group, a lower 
alkanoylamino group, and an aroylamino group, and groups 
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represented by the formula Y3a-W2a-Y4a-Rsa (wherein: Re 



W2a. 



m 
h 



m 
o 



Yaa and ¥43 have the same meanings as stated above) , or form 
a nitrogen atom, together with X; R2a and Raa are each 
independently, the same or different, a hydrogen atom, or a 
5 substituent of a hydroxy group, a lower alkyl group, a 
lower alkoxy group, or the one represented by the formula 
Y3a-W2a-Y4a-Rsa ( Wherein: Rsa. , and Y4a havc the same 

meanings as stated above), or any one of R2a or Raa forms, 
together with Ria and Xa, a saturated five- to eight - 
10 membered cyclic group selected from a set of groups 
consisting of (a-1) and (b-1). 



15 and the other one binds to a carbon atom or a nitrogen atom 
on the ring, or to a carbon atom, an oxygen atom and/or 
nitrogen atom on said ring- substituent to form a five- to 
seven-membered ring, or R2a and Rsa are combined to form a 
spiro cyclo lower alkyl group, or R2a and Rsa are combined 

20 with Z on which they stand to form an 0x0 (a keto, or 
carbonyl) group, or R2a and Raa form, together with Za on 
which they stand, Ria and Xa, a saturated or an unsaturated 
five- to eight membered cyclic group which may be selected 
from sets of groups of (a-1) and (a-2): 





and 
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and 



(a-2) 
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which may have one or more kinds of hetero atom(s), and 
5 which may be substituted with one to three of the same or 
different substltuent(s) selected both from a set of groups 
consisting of a lower alkyl group, a spiro cyclo lower 
alkyl group which may be substituted, a hydroxy group, a 
hydroxy lower alkyl group, lower alkoxy group, a lower 

10 alkoxycarbonyl group, a lower alkoxycarbonylamino group, a 
lower alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a lower alkylcarbamoyloxy group, a 
lower alkylamino group, a di- lower alkylamino group, an 
amino lower alkyl group, a lower alkylamino lower alkyl 

15 group, a di- lower alkylamino lower alkyl group, a lower 
alkanoylamino group and an aroylamino group, and groups 
represented by the formula Yia-Wia-Y2a-Rpa (wherein: Rpa, Wia, 
Yia and Y2a have the same meanings as stated above), and, 
furthermore, which may be fused with a cyclo lower alkyl 

20 group, an aryl group, a heteroaromatlc ring group selected 
from a group of a pyrldyl group and a pyrazolyl group, and 
an aliphatic heterocyclic group selected from a group of 
piper idinyl group and a pyrrolidinyl group; R4a and Rsa are 
each, the same or different, a hydrogen atom or a 
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substituent consisting of halogen atoms, a hydroxy group, 
an amino group, or the one represented by the formula Yaa- 
W2a-Y4a-Rsa (whsreln: Rsa. W2a. Yaa and Y4a have the same 
meanings as stated above), or a lower alkyl group, an aryl 
5 group or an aralkyl group, each of which may be substituted 
with one to three of the same or different substituent ( s) 
selected from both a set of groups consisting of a lower 
alkyl group, a hydroxy lower alkyl group, a halo lower 
alkyl group, a lower alkoxycarbonylamino group, a lower 

10 alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a lower alkylamino group, a lower 
alkylamino lower alkyl group, a lower alkanoylamlno group, 
and an aroylamino group, and groups represented by the 
formula Y3a-W2a-Y4a-Rsa (wherein: Rsa, W2a. Yaa and Y4a have the 

15 same meanings as stated above); and the formula — is a 
single bond or a double bond. 

3. A compound according to claim 1 and 2, having a 
structure of Formula (I-b) and pharmaceutically acceptable 
20 salts thereof. 

Formula (I-b) 



wherein: Arb is a nitrogen-containing heteroaromatic ring 
group selected from a set of groups comprising a pyridyl 
25 group and a pyrazolyl group, which: 

1'') may be substituted with one to three substituent (s) 



R^b R2b 




R4b Rsb 
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selected from both a set of groups consisting of a hydroxy 
group, halogen atoms, a lower alkanoyloxy group, a hydroxy 
lower alkyl group, a lower alkoxy group, a lower 
alkoxycarbonyl group, an amino group, and a lower 
5 alkylamino lower alkyl group, and groups represented by a 
formula Yib-Wib-Y2b-Rpb (wherein: Rpb is a hydrogen atom or a 
lower alkyl group, a lower alkenyl group or a lower alkynyl 
group which may be substituted with one to three of said 
substituent(s) , or a cyclo lower alkyl group, an aryl group, 

10 a heteroaromatic ring group selected from a set of groups 
consisting of a pyridyl group and a pyrazolyl group, or an 
aliphatic heterocyclic group selected from a set of groups 
consisting of isoxazolinyl group, a tetrahydropyridyl group, 
a piperadinyl group, a piperidinyl group, a pyrrolidinyl 

15 group, a morpholino group and a tetrahydroisoquinolinyl 
group, each of which cyclic substituent groups may be 
substituted with one to three of said substituent (s) and, 
furthermore, may have a bicyclic or tricyclic fused ring, 
which contains the partial structure of which is selected 

20 from a group consisting of: 



; Wib is NRqb, N(Rqb)S02. CONRqb. N(Rqb)CO, N(Rqb)COO, 0C(0) , 
and C(0)0 (wherein: Rqb and Rrb is a hydrogen atom, or a 
substituent selected from a set of groups consisting of a 
25 hydroxy group, halogen atoms, a cyclo lower alkyl group, a 
lower alkanoyloxy group, a hydroxy lower alkyl group, a 
lower alkoxy group, a lower alkoxycarbonyl group, an amino 
group, and a lower alkylamino lower alkyl group, or a lower 





and 
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alkyl group, an aryl group or an aralkyl group, which may 
be substituted with one to three of said substituent (s) ) ; 
Yib and Y2b are each, the same or different, a single bond 
or a straight -chain or branched lower alkylene group which 
may have a said bicyclic or tricyclic fused ring); 
2'') may have a five- or six-membered ring selected from a 
group consisting of : 



which is together with the ring carbon atom on which a 
substituent selected from a group consisting of a lower 
alkanoyloxy group, a hydroxy lower alkyl group, a lower 
alkoxy group, a lower alkoxycarbonyl group and a lower 
alkylamino lower alkyl group stands, a carbon atom next to 
said carbon atom, and a carbon atom, an oxygen atom and/or 
a nitrogen atom in said ring-substituent ; or, 
3'') may form a five- or six-membered ring selected from a 
group consisting of: 



which is together with the ring -carbon atom on which a 
substituent represented by the formula Yib-Wib-Y2b-Rpb 
(wherein: Yib, Wib, Yab and Rpb have the same meanings as 
stated above) stands, a carbon atom next to said carbon 
atom, and a carbon atom, an oxygen atom and/or a nitrogen 
atom in said ring-substituent; Xb and Zb are each, the same 
or different, a carbon atom or a nitrogen atom, or Xb and 
Zb form a CH or a nitrogen atom, being taken together with 
Rib or R2b and/or Rab on them; Yb is a CO, SO or SO2; Rib is a 




and 
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hydrogen atom or a substituent represented by a formula 
Y3b-W2b-Y4b-Rsb (wherein: Rgb is a hydrogen atom or a lower 
alkyl group, a cyclo lower alkyl group, and an aryl group, 
which may be substituted with one to three of said 
5 substituent(s) ; W2b is a single bond, N(Rtb)COO or C(0)0 
(wherein: Rtb is a hydrogen atom or a lower alkyl group, an 
aryl group or an aralkyl group which may be substituted 
with one to three of said substituent(s) ) ; Yab and are 
tl each, the same or different, a single bond, or a straight- 

ijj 10 chain or branched lower alkylene group ) , or a lower alkyl 
\i group which may be substituted with one to three of the 



42 

m 
h 



same or different substituent (s) selected from a set of 
groups consisting of a hydroxy lower alkyl group and the 
4= one represented by the formula Y3b-W2b-Y4b-Rsb (wherein: Rsb. 

pj 15 W2b. Y3b and Y4b have the same meanings as stated above), or 
forms a nitrogen atom, together with X; R2b and Rsb are each 
independently, the same or different, a hydrogen atom, a 
hydroxy group, a lower alkyl group, a lower alkoxy group, 
or a substituent represented by the formula Y3b-W2b-Y4b-Rsb 
20 (wherein: Rsb. Wab. Ysb and Y4b have the same meanings as 
stated above), or either R2b or Rsb forms, together with Rib 
and Xb, a saturated five- to eight -membered cyclic group 
selected from sets of groups of (b-1) and (b-2). 



25 and 



N and N- 



and 

and the other one binds to a carbon atom or a nitrogen atom 




on the ring, or to a carbon atom, an oxygen atom and/ or 
nitrogen atom on said ring-substituent to form a five- to 
seven -membered ring, or R2b and Rab are combined to form a 
spiro cyclo lower alkyl group, or they (Rab and Rab) are 
5 combined furthermore with Z on which they stand to form an 
oxo (a keto, or carbonyl) group, or they (R2b and Rab) form, 
together with Zb on which they stand. Rib and Xb, a 
saturated or an unsaturated five- to seven -membered cyclic 
group which may be selected from sets of groups of (b-1) 
10 and (b-2): 




which may either have one or more kinds of hetero atom(s) 
15 selected from a group of a nitrogen atom, an oxygen atom 
and a sulfur atom, or which may be fused with a cyclo lower 
alkyl group, an aryl group and an aliphatic heterocyclic 
group selected from a group of a piperidinyl group and a 
pyrrolidinyl group, all of which cyclic groups may be 
20 substituted with one to three of the same or different 
substituent(s) selected both from a set of groups 
consisting of a lower alkyl group, a spiro cyclo lower 
alkyl group which may be substituted, a hydroxy lower alkyl 
group and a lower alkoxycarbonyl group, and groups 
25 represented by the formula Yib-Wib-Y2b-Rpb (wherein: Rpb, Wib, 
Yib and Y2b have the same meanings as stated above); 
R4b and Rsb are each independently, the same or different. 
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or a lower alkyl group, an aryl group or an aralkyl group 
which may be substituted with one to three of the same or 
different substituent(s) selected from a set of groups 
consisting of substituents comprising any of a hydrogen 
atom, halogen atoms or a substituent represented by the 
formula Y3b-W2b-Y4b-Rsb (wherein: Rsb. Wab. Ysb and Y4b have the 
same meanings as stated above), or a substituent selected 
from a set of groups consisting of a lower alkyl group, a 
hydroxy lower alkyl group, a halo lower alkyl group, a 
lower alkoxycarbonylamino group, a lower 

alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a lower alkylamino group, a lower 
alkylamino lower alkyl group, a lower alkanoylamino group, 
and an aroylamino group,; and the formula — means a 
single bond or a double bond. 

4. A compound according to any one of claim 1 to claim 3, 
having a structure of Formula (I-p) and pharmaceutically 
acceptable salts thereof. 
Formula (I-p) 



wherein: Arp is a nitrogen-containing heteroaromatic ring 
group which may be substituted, Xp is a carbon atom (CH) or 
a nitrogen atom. Rip is a hydrogen atom or a lower alkyl 
group which may be substituted. Rap is a hydrogen or an oxo 
group (which forms carbonyl group, together with the carbon 




R4p Rgp 
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atom on which it stands), or forms, together with the 
carbon atom on which it stands. Rip and Xp, a saturated or 
an unsaturated five- or six-membered cyclic group which may 
have one or more kinds of hetero atom(s) selected from a 
group of a nitrogen atom and a sulfur atom or which may be 
substituted; R4p and Rsp are each, the same of different, 
any of a hydrogen atom, halogen atoms, a hydroxy group, an 
amino group or a lower alkyl group , an aryl group or an 
aralkyl group which may be substituted. 

5. A compound according to claim 1, wherein the compound is 
N' - (pyrrolidino[ 2 , l-blisoindolin-4-on-8-yl) -N- ( 5- ( 2- 
octylaminomethyl ) pyrazol - 3 -yl ) urea , N ' - ( pyrrolidino [2,1- 
b]isoindolin-4-on-8-yl)-N-(5-(2-methyl-4,4- 
dimethylpentylaminomethyl) pyrazol- 3 -yl) urea, N' - 

( pyrrolidino [ 2 , 1 -b ] isoindolin- 4 -on-8-yl)-N-(5-(5- 
methoxyindan - 2 -ylaminomethyl ) pyrazol - 3 -yl ) urea , 
N • - { pyrrolidino [ 2 , 1 -b ] isoindolin- 4 -on-8 -yl ) -N- ( 5 - ( 2 - 
methylindan-2-ylaminomethyl)pyrazol-3-yl)urea, N' - 

( pyrrolidino [ 2 , 1 -b ] isoindolin- 4 -on-8 -yl ) -N- ( 5 - ( 5 - 
chloroindan-2-ylaminomethyl)pyrazol-3-yl)urea, N' - 

(pyrrolidino [ 2 , 1-b] isoindolin-4-on-8-yl) -N- ( 5- ( 6- 
methylpyrldin- 2 -yl ) pyrazol - 3 -yl ) urea , N ' - ( pyrrolidino [2,1- 
b ] isoindolin - 4 - on- 8 -yl ) -N- ( 5 - ( pyrrolidin- 2 -yl ) pyrazol- 3 - 
yl ) urea , N ' - ( pyrrolidino [ 2 , 1 -b ] isoindolin- 4 -on- 8 -yl ) -N- { 5 - 
( t -butylaminomethyl ) pyrazol - 3 -yl ) urea , N ' - ( pyrrolidino [2,1- 
b ] isoindolin -4-on-8-yl)-N-(5-( pyrazolo [ 5 , 4 - b ] pyr idin - 3 - 
yl)urea, N' - (pyrrolidino [ 2 , 1-b] isoindolin- 4 -on-8 -yl) -N- ( 5- 
( 1 -hydroxyme thylcyclopentylaminomethyl ) pyrazol - 3 -yl ) urea , 
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N' -(pyrrolidino[2,l-b]-4-oxoisoindolin-8-yl)-N-(5-(N-t- 
butyl -N-methyl-aminomethyl ) pyrazol- 3 -yl ) urea , N ' 
(pyrrolidine [ 2, l-b]isoindolin-4-on-8-yl) -N-( 4- (N-benzyl- 
1,2,5,6- tetrahydropyridin- 4 -yl ) pyridin- 2 -yl ) urea , N ' 
( pyrrolidine [ 2 , 1 -b ] isolndolin- 4 -on- 8 -yl ) -N- ( 4 - ( N-benzyl - 4 - 
piperidyl ) pyridin- 2 -yl ) urea , N ' - ( pyrrolidino [2,1 
b ] isoindolin- 4 -on- 8 -yl ) -N- ( 4 - ( N-benzyl- 1 ,2.5,6- 
tetrahydropyridin- 3 -yl ) pyridin - 2 -yl ) urea , N ' 



( pyrrolidino [ 2 , 1 -b ] isoindolin- 4 -on- 8 -yl ) -N- ( 4 - (N-benzyl- 3 - 
10 piperidyl) pyridin- 2 -yl) urea, N'-(pyrrolidinot2,l-b]-4 
41 oxoisoindolin-8-yl) -N- ( 4- ( 1 , 2 , 5 , 6-tetrahydropyridin-3- 

yi 

s yl ) pyridin- 2 -yl) urea, N' -{pyrrolidino [2, 1-b] isoindolin -4 

^* on-8-yl) -N-(4-(N-acetyl-3-piperidyl)pyridin-2-yl)urea, N' 

C3 ( pyrrolidino [ 2 , 1 -b ] isoindolin- 4 -on- 8 -yl ) -N- ( piperidino [3,4- 

nj 

Ci 15 c ] pyridin- 5 -yl) urea, N' -(pyrrolidino[2,l-b]isoindolin-4-on- 

flj 

8-yl) -N- (pyrrolidino [3, 4 -c] pyridin- 5 -yl) urea, N' 
(pyrrolidino[2 , 1-b] isoindolin- 4 -on- 8-yl) -N- ( 4- 
( cyclohexylaminoethyl ) pyridin - 2 -yl ) urea , N ' 

( pyrrolidino [ 2 , 1 -b] isoindolin -4 -on- 8 -yl ) -N- ( 4- (N- 

20 cyclohexylpyrrolidin- 3 -yl) pyridin- 2 -yl) urea (compound 180) 
N'- (pyrrolidino [2, 1-b] isoindolin-4-on-8-yl)-N-( 4- (N- 
benzylpyrrolidin-3-yl)pyridin-2-yl)urea, N' - (N-cyclopentyl 
3-methylisoindolin-l-on-4-yl) -N-(pyridin-2-yl)urea, N' - (3 
t-butylisoindolino [ 3 , 2 -b ] oxazolidin - 4 - on- 8 -yl ) -N- ( 4 - (N- 

25 benzylpyrrolidin- 3 -yl) pyridin- 2 -yl) urea, N'-(2 
methylisoindolino [ 3 . 2 -b ] perhydro- 1 , 3 - oxaz in- 5 -on - 9 -yl ) -N- 
(4-(N-benzylpyrrolidin-3-yl)pyridin-2-yl)urea, or N' 
( isoindolino [ 2 , 3 - b ] perhydro -1,4 -me thano - 6 , 1 la- benzoxaz in - 
11 -on- 7 -yl ) -N- ( pyridin- 2 -yl ) urea . 
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6. A compound according to claim 1, wherein the compound is 
N ' - ( pyrrolidine [ 2 , 1 -b ] isoindolin- 4 -on-8-yl)-N-{5-(2- 
octylaminomethyl)pyrazol-3-yl)urea, N' -( pyrrolidine [ 2 , 1- 
5 b]isoindolin-4-on-8-yl)-N-(5-(2-methyl-4,4- 

dimethylpentylaminomethyl)pyrazol-3-yl)urea, N' - 

( pyrrolidine [ 2 , 1 -b ] isoindolin- 4 -on- 8 -yl ) -N- ( 5 - ( 5 - 
methoxyindan- 2 -ylaminomethyl ) pyrazol - 3 -yl ) urea , 

Ci N'-{pyrrolidino[2,l-b]isoindolin-4-on-8-yl)-N-{5-(2- 

yj 

SI 10 methylindan- 2 -ylaminomethyl) pyrazol- 3 -yl) urea, N'- 
^ ( pyrrolidine [ 2 , 1 -b ] isoindolin- 4 -en-8-yl)-N-(5-(5- 

h 

^ chleroindan-2-ylaminemethyl)pyrazel-3-yl)urea, N'- 

m 

□ {pyrrelidino[2,l-b]isoindolin-4-on-8-yl)-N-(4-(N-benzyl- 
1,2,5,6 - t e trahydropyridin - 4 -yl ) pyridin- 2 -yl ) urea , N ' - 
15 ( pyrrolidine [ 2 , 1 -b ] isoindolin- 4 -en-8-yl)-N-(4-(N- benzyl - 4 - 
piperidyl ) pyridin - 2 -yl ) urea , N ' - ( pyrrolidine [2,1- 
b]isoindolin-4-en-8-yl)-N-( piper idine [ 3 , 4 - c ] pyridin - 6 - 
yl ) urea , N ' - ( pyrrolidine [ 2 , 1 -b ] isoindolin- 4 -en- 8 -yl ) -N- ( 4 - 
(N-cyclehexylpyrrelidin-3-yl)pyridin-2-yl)urea, N' - 
20 ( pyrrolidine [ 2 , 1 -b ] isoindolin- 4-on-8-yl)-N-{4-(N- 
benzylpyrrolidin- 3 -yl ) pyridin- 2 -yl ) urea , N ' - ( 3 - t - 
butyliseindeline [ 3 , 2 -b 1 exazelidin- 4 -en- 8 -yl)-N-(4-(N- 
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benzylpyrrolidin-3-yl)pyridin-2-yl)urea, N' -(2- 
methylisoindolino [ 3 , 2 -b ] perhydro - 1 , 3 -oxazin- 5 -on- 9 -yl ) -N- 
(4-(N-benzylpyrrolidin-3-yl)pyridin-2-yl)urea, or N'- 
( isoindolino[2 , 3-b] perhydro- 1 , 4-methano-6 . lla-benzoxazin- 
ll-on-7-yl) -N- (pyridin-2-yl)urea. 



7 . A method of manufacturing a compouns) of Formula ( I ) and 
pharmaceutical ly acceptable salts thereof characterized by 
reacting compounds of Formula (III) with a compound of 
Formula (IV): 
Formula (III) 



wherein: X and Z are each, the same or different, a carbon 
atom or a nitrogen atom, or a CH or a nitrogen atom, 
together with Rio or R20 and/or R30 which bind to X or Z; Y 
is a CO, SO or SO2; Rio is a hydrogen atom or a substituent 
represented by a formula Y30-W20-Y40-RS0 (wherein: Rso is a 
hydrogen atom or a lower alkyl group, a lower alkenyl group 
a lower alkynyl group, a cyclo lower alkyl group, an aryl 
group, a heteroaromatic ring group selected from a set of 
groups consisting of an imidazolyl group, an isoxazolyl 
group, an isoquinolyl group, an isoindolyl group, an 
indazolyl group, an indolyl group, an indolydinyl group, an 




f\o R20 

XrrZs^ 




f-NH2 (III) 
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isothiazolyl group. an ethylenedioxyphenyl group, an 
oxazolyl group, a pyridyl group, a pyradinyl group, a 
pyrimidinyl group, a pyridazinyl group, a pyrazolyl group, 
a quinoxalinyl group, a quinolyl group, a dihydroisoindolyl 
5 group, a dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothlazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 

10 group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedloxyphenyl group, or 
an aliphatic heterocyclic group(s) selected from a set of 
groups consisting of an isoxazolinyl group, an 
isoxazolidinyl group, a tetrahydropyridyl group, an 

15 imidazolidinyl group, a tetrahydrofuranyl group, a 
piperazinyl group, a piperidinyl group, a pyrrolidinyl 
group, pyrrolinyl group. a morpholino group, a 
tetrahydroquinolinyl group and a tetrahydroisoquinolinyl 
group which may be substituted with one to three of said 

20 substituents; W20 is a single bond, an oxygen atom, a 
sulfur atom, SO, SO2. NRto. SOaNRto. N ( Rto ) SOaNRuo , N(Rto)S02, 
CH(ORto), CONRto. N(Rto)CO, N ( Rto ) CONRuo , N{Rto)COO, N(Rto)CSO, 
N(Rto)COS, C(Rvo)=CRro. C = C. CO. CS, 0C(0) , OC(0)NRto, 
OC(S)NRto, SC(0), SC(0)NRto and C(0)0 (wherein: Rtoand Ruo 

25 are each a hydrogen atom or a lower alkyl group, an aryl 
group or an aralkyl group which may be substituted with one 
to three of substituent( s) selected from a set of groups 
consisting of a lower alkyl group, a hydroxyl group which 
may be protected, a cyano group, halogen atoms, a nitro 
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group, a carboxyl group which may be protected, a carbamoyl 
group, a formyl group, a lower alkanoyl group, a lower 
alkanoyloxy group, a hydroxy lower alkyl group which may be 
protected, a cyano lower alkyl group, a halo lower alkyl 
5 group, a carboxy lower alkyl group which may be protected, 
a carbamoyl lower alkyl group, lower alkoxy group, a lower 
alkoxycarbonyl group, lower alkoxycarbonylamino group, a 

Li: 

lower alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
h'" 10 . carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 

yj lower alkylcarbamoyloxy group, an amino group which may be 

Ul 

g protected, a lower alkylamino group, a di- lower alkylamino 

^= group, a tri- lower alkylammonio group, an amino lower alkyl 
group which may be protected, a lower alkylamino lower 

Hi 

Si 15 alkyl group, a di- lower alkylamino lower alkyl group, a 

m 

tri -lower alkylammonio lower alkyl group, a lower 
alkanoylamino group, an aroylamino group, a lower 
alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
group, a lower alkylsulf onyl group, a lower 

20 alkylsulf onylamino group, a hydroxyimino group which may be 
protected, and a lower alkoxyimino group, or said 
substituent(s) ) ; Y30 and Y40 are each, the same or different, 
a single bond or a straight -chain or branched lower 
alkylene group ) ; or a lower alkyl group which may be 

25 substituted with one to three of substituent(s) selected 
from a set of groups consisting of a lower alkyl group, a 
hydroxyl group which may be protected, a cyano group, 
halogen atoms, a nitro group, a carboxyl group which may be 
protected, a carbamoyl group, a formyl group, a lower 
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alkanoyl group, a lower alkanoyloxy group, a hydroxy lower 
alkyl group which may be protected, a cyano lower alkyl 
group, a halo lower alkyl group, a carboxy lower alkyl 
group which may be protected, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group which may be protected, a lower alkylamino 
group, a di-lower alkylamino group, a tri-lower 
alkylammonio group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di-lower alkylamino lower 
alkyl group, a tri-lower alkylammonio lower alkyl group, a 
lower alkanoylamino group, an aroylamino group, a lower 
alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
group, a lower alkylsulf onyl group, a lower 
alkylsulf onylamino group, a hydroxyimino group which may be 
protected, and a lower alkoxyimino group, or a (set of 
substituents ) substituent represented by the formula Y30- 
W20-Y40-RS0 (wherein: Rso. W20- Y30 and Y40 have the same 
meanings as stated above), or Rio forms a nitrogen atom, 
together with X; R20 and R30 are each independently, the 
same or different, any of a hydrogen atom, a hydroxy group 
which may be protected, a lower alkyl group, a lower alkoxy 
group, or a substituent represented by the formula Y30-W20- 
Y40-RSO (wherein: Rso. W2o» Y30 and Y40 have the same meanings 
as stated above), or either one of R20 and R30 forms, 
together with Rio and X, a saturated five- to eight- 
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membered cyclic group selected from a sets of groups 
consisting of (a) and (b): 



and the other one binds either to a carbon atom or a 
nitrogen atom on the ring, or to a carbon atom, an oxygen 

10 atom and/or a nitrogen atom on the ring-substituent ( s ) on 
said ring, to form a five- to seven -membered ring, or R20 
and R30 are combined to form a spiro cycle alkyl group, or 
to form, together with Z, on which they stand, an 0x0 (keto, 
carbonyl) group, or, to form, together with Z on which they 

15 stand, Rio and X, a heteroaromatic ring consisting of a 
saturated or an unsaturated five- to eight -membered cyclic 
ring selected from sets of groups consisting of (a) and (b) 



(a) 









and 




.which may either contain one or more kinds of hetero atoms 
selected from the group consisting of a nitrogen atom, an 
5 oxygen atom and a sulfur atom, or which may be fused with a 
ring selected from a cyclo lower alkyl group, an aryl group, 
a heteroaromatlc ring group selected from a set of groups 
consisting of an imidazolyl group, an isoxazolyl group, an 
isoquinolyl group, an isoindolyl group, an indazolyl group, 

10 an indolyl group, an indolydinyl group, an isothiazolyl 
group, an ethylenedioxyphenyl group, an oxazolyl group, a 
pyridyl group, a pyradinyl group, a pyrimidinyl group, a 
pyridazinyl group, a pyrazolyl group, a quinoxalinyl group, 
a quinolyl group, a dihydroisoindolyl group, a 

15 dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 

20 group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 
an aliphatic heterocyclic group(s) selected from a set of 
groups consisting of an isoxazolinyl group, an 
isoxazolidinyl group, a tetrahydropyridyl group, an 

25 imidazolidinyl group, a tetrahydrofuranyl group, a 
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tetrahydropyranyl group, a piperazinyl group, a piperidinyl 
group, a pyrrolidinyl group, pyrrolinyl group, a morpholino 
group, a tetrahydroquinolinyl group and a 
tetrahydroisoquinolinyl group, which may be substituted 
5 with one to three of the same or different substituent(s) , 
selected from a set of groups consisting of a lower alkyl 
group, a spiro cyclo lower alkyl group which may be 
substituted, a hydroxyl group which may be protected, a 
cyano group, halogen atoms, a nitro group, a carboxyl group 

10 which may be protected, a carbamoyl group, a formyl group, 
a lower alkanoyl group, a lower alkanoyloxy group, a 
hydroxy lower alkyl group which may be protected, a cyano 
lower alkyl group, a halo lower alkyl group, a carboxy 
lower alkyl group which may be protected, a carbamoyl lower 

15 alkyl group, a lower alkoxy group, a lower alkoxycarbonyl 
group, a lower alkoxycarbonylamino group, a lower 
alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 

20 lower alkylcarbamoyloxy group, an amino group which may be 
protected, a lower alkylamino group, a di- lower alkylamino 
group, a tri-lower alkylammonio group, an amino lower alkyl 
group which may be substituted, a lower alkylamino lower 
alkyl group, a di- lower alkylamino lower alkyl group, a 

25 tri-lower alkylammonio lower alkyl group, a lower 
alkanoylamino group, an aroylamino group, a lower 
alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
group. a lower alkylsulf onyl group. a lower 
alkylsulf onylamino group, a hydroxyimino group which may be 
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protected, and a lower alkoxyimino group, or a set of 
substituent(s) represented by a formula Yio-Wio-Yzo-Rpo 
(wherein: Rpo is a hydrogen atom, or a lower alkyl group, a 
lower alkenyl group, or a lower alkynyl group, which may be 
5 substituted with one to three of said substituent ( s ) , or a 
cyclo lower alkyl group, an aryl group, a heteroaromatic 
ring group selected from a set of groups consisting of an 
imidazolyl group, an isoxazolyl group, an isoquinolyl group, 
an isoindolyl group, an indazolyl group, an indolyl group, 

10 an indolydinyl group, an isothiazolyl group, an 
ethylenedioxyphenyl group, an oxazolyl group, a pyridyl 
group, a pyradinyl group, a pyrimidinyl group, a 
pyridazinyl group, a pyrazolyl group, a quinoxalinyl group, 
a quinolyl group, a dihydroisoindolyl group, a 

15 dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 

20 group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 
an aliphatic heterocyclic group(s) selected from a set of 
groups consisting of an isoxazolinyl group, an 
isoxazolidinyl group, a tetrahydropyridyl group, an 

25 imidazolidinyl group, a tetrahydrof uranyl group, a 
tetrahydropyranyl group, a piperazinyl group, a piperidinyl 
group, a pyrrolidinyl group, pyrrolinyl group, a morpholino 
group, a tetrahydroquinolinyl group and a 
tetrahydroisoquinolinyl group, which may be substituted 
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with one to three of said substituent (s) , or, furthermore, 
may have on it a bicyclic or tricyclic fused ring which 
contains a partial structure selected from a set of groups 
comprising: 



; Wio is a single bond, an oxygen atom, a sulfur atom, SO, 
SO2, NRqo, SOaNRqo, N ( Rqo ) SOzNRro , N(Rqo)S02, CH(ORqo) . CONRqo, 

N(Rqo)CO. N(Rqo)CONRqO, N{Rqo)COO, N(Rqo)CSO, N{Rqo)COS, 

C(Rqo)=CRro, C=C, CO, CS, 0C(0), OC(0)NRqo, OC(S)NRqo, SC(0), 

10 SC(0)NRqo and C(0)0 (wherein: Rqo and Rro are each either a 
hydrogen atom or a lower alkyl group, an aryl group or an 
aralkyl group which may be substituted with one to three of 
substitutent(s) selected from a set of groups consisting of 
a lower alkyl group, a cyclo lower alkyl group, a hydroxyl 

15 group which may be protected, a cyano group, halogen atoms, 
a nitro group, a carboxyl group which may be protected, a 
carbamoyl group, a formyl group, a lower alkanoyl group, a 
lower alkanoyloxy group, a hydroxy lower alkyl group which 
may be protected, a cyano lower alkyl group, a halo lower 

20 alkyl group, a carboxy lower alkyl group which may be 
protected, a carbamoyl lower alkyl group, lower alkoxy 
group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di-lower 

25 alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di-lower alkylcarbamoyloxy group, 
an amino group which may be protected, a lower alkylamino 
group, a di-lower alkylamino group, a tri-lower 



5 





and 
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alkylammonio group, an amino lower alkyl group which may be 
protected, a lower alkylamino lower alkyl group, a di- lower 
alkylamino lower alkyl group, a tri-lower alkylammonio 
lower alkyl group, a lower alkanoylamino group, an 
5 aroylamino group, a lower alkanoylamidino lower alkyl group, 
a lower alkylsulf inyl group, a lower alkylsulf onyl group, a 
lower alkylsulf onylamino group, a hydroxyimino group which 
J° may be protected, and a lower alkoxyimino group, or from 

O said substituent(s) ) ; Yio and Y20 are each, the same or 

yj 

h= 10 different, a single bond or a straight -chain or branched 
lower alkylene group which may have a bicyclic or tricyclic 



fused ring); R40 and R50 are each, the same or different, 
either a hydrogen atom, halogen atoms, a hydroxyl which may 



□ 

P be protected, an amino group which may be protected, or a 

fij 

Q 15 lower alkyl group, an aryl group or an aralkyl group which 



may be substituted with one to three of the same or 
different substituents selected from a set of the groups 
consisting of: the one represented by the formula Y30-W20- 
Y40-KS0 (wherein: Rso, W20. Y30 and Y40 have the same meanings 

20 as stated above) , the one which may be selected from a set 
of groups consisting of a lower alkyl group, a cyano group, 
a nitro group, a carboxyl group which may be protected, a 
carbamoyl group, a formyl group, a lower alkanoyl group, a 
lower alkanoyloxy group, a hydroxy lower alkyl group which 

25 may be protected, a cyano lower alkyl group, a halo lower 
alkyl group, a carboxy lower alkyl group which ^ay be 
protected, a carbamoyl lower alkyl group, a lower alkoxy 
group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 



511 



lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group which may be protected, a lower alkylamino 
group, a di-lower alkylamino group, a tri-lower 
alkylammonio group, an amino lower alkyl group which may be 
protected, a lower alkylamino lower alkyl group, a di-lower 
alkylamino lower alkyl group, a tri-lower alkylammonio 
lower alkyl group, a lower alkanoylamino group, an 
aroylamino group, a lower alkanoylamidino lower alkyl group, 
a lower alkylsulf inyl group, a lower alkylsulfonyl group, a 
lower alkylsulf onylamino group, a hydroxyimino group which 
may be protected, and a lower alkoxyimino group, and the 
one represented by the formula Y30-W20-Y40-RS0 (wherein: Rso. 
W20. Y30 and ¥40 have the same meanings as stated above); the 
Formula — is a single bond or a double bond, or 
is made to react with a compound represented by Formula 
(IV) 

Formula (IV) 




wherein: Aro is a nitrogen-containing heteroaromatic ring 
group selected from a set of groups consisting of a pyridyl 
group, a pyrimidinyl group, a pyradinyl group, a 
pyridazinyl group, a thiazolyl group, an isothiazolyl group, 
an oxazolyl group, an isoxazolyl group, a pyrazolyl group, 
a pyrrolyl group, an imidazolyl group, an indolyl group, an 
isoindolyl group, a quinolyl group, an isoquinolyl group, a 
benzothiazolyl group, a benzoxazolyl group, which: 
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1) may be substituted with one to three of the same or 
different substituent(s) selected from a set of groups a 
lower alkyl group, a hydroxyl group which may be protected, 
a cyano group, halogen atoms, a nitro group, a carboxyl 

5 group which may be protected, a carbamoyl group, a formyl 
group, a lower alkanoyl group, a lower alkanoyloxy group, a 
hydroxy lower alkyl group which may be protected, a cyano 
lower alkyl group, a halo lower alkyl group, a carboxy 

O lower alkyl group which may be protected, a carbamoyl lower 

IJ 

U 10 alkyl group, lower alkoxy group, a lower alkoxycarbonyl 

>i 

ij^ group, lower alkoxycarbonylamino group, a lower 

Ul 

alkoxycarbonylamino lower alkyl group. a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
P carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 

nj 

£j 15 lower alkylcarbamoyloxy group, an amino group which may be 
protected, a lower alkylamino group, a di-lower alkylamino 
group, a tri- lower alkylammonio group, an amino lower alkyl 
group, a lower alkylamino lower alkyl group, a di-lower 
alkylamino lower alkyl group, a tri -lower alkylammonio 

20 lower alkyl group, a lower alkanoylamino group, an 
aroylamino group, a lower alkanoylamidino lower alkyl group, 
a lower alkylsulf inyl group, a lower alkylsulf onyl group, a 
lower alkylsulf onylamino group, a hydroxyimino group which 
may be protected and a lower alkoxyimino group, or a 

25 substituent selected from groups represented by a formula 
Yio-Wio-Y2o-Rpo (wherein: Rpo, Wio, Yio and Y20 have the seune 
meanings as stated above) ; or 

2) may have a five- to seven -membered ring selected from a 
set of groups consisting of 
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.which may be protected, and together with the carbon atom 
on the ring on which the substituent selected from a set of 
groups consisting of a lower alkyl group, a lower alkanoyl 
5 group, a lower alkanoyloxy group, a hydroxy lower alkyl 
group which may be protected, a cyano lower alkyl group, a 
halo lower alkyl group, a carboxy lower alkyl group which 
may be protected, a carbamoyl lower alkyl group, a lower 
alkoxy group, a lower alkoxycarbonyl group, a lower 

10 alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, a di- lower alkylcarbamoyloxy group, 
a lower alkylamino group, a di- lower alkylamino group, a 

15 tri- lower alkylammonio group, an amino lower alkyl group 
which may be protected, a lower alkylamino lower alkyl 
group, a di-lower alkylamino lower alkyl group, a tri-lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkylf ulf inyl group, a lower 

20 alkylsulfonyl group, a lower alkyl sulfonylamino group and a 
lower alkanoylamidino lower alkyl group (hereinafter 
indecated as ring-substituent(s) which may be protected) 
stands, a carbon atom next to said carbon atom and a carbon 
atom, an oxygen atom and/or a nitrogen atom on said ring- 

25 substituent(s) which may be protected, all taken together; 
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3) may have a five- to seven -membered ring selected from a 
set of groups consisting of 

Q^o.cr- o.o.a: 

q 

Cj 5 .which may be protected, and together with the carbon atom 

UJ 

h= on the ring on which a substituent selected from groups 

yi represented by the formula of Yio-Wio-Y2o-Rpo (wherein: 

Yio,Wio,Y2o and Rpo have the same meanings as stated above) 



stands, a carbon atom next to said carbon atom and a carbon 



Zs 10 atom, an oxygen atom and/or a nitrogen atom on said ring- 

PJ 

□ substituent (s ) which may be protected, all taken together. 



to give a compound of Formula (II) 
Formula (II) 

\0 ^20 

Y\ ^^"3° H 
O 

"40 R50 

, Wherein Aro, X, Y, Z, Rio, R20, R30. R40 and the Formula — 
have the same meanings as stated above, and then, if 
necessary, removing the protecting group(s), to give a 
compound of Formula (I) according to claim 1 and 
pharmaceutically acceptable salts thereof: 
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_/A o 
R4 R5 

, wherein: Ar is a nitrogen-containing heteroaromatic ring 
group selected from the groups consisting of a pyridyl 
group, a pyrimidinyl group, a pyradinyl group, a 
5 pyridazinyl group, a thiazolyl group, an isothiazolyl group, 

Ci an oxazolyl group, an isoxazolyl group, a pyrazolyl group, 

a pyrrolyl group, an iraidazolyl group, an indolyl group, an 
isoindolyl group, a quinolyl group, an isoquinolyl group, a 
benzothiazolyl group, and a benzoxazolyl group, and said 

CJ 10 nitrogen-containing heteroaromatic ring group, which: 

1) may be optionaly substituted with one to three of the 

nj 

□ same or different substituent(s) selected from a set of 

groups consisting of a lower alkyl group, a hydroxyl group, 
a cyano group, halogen atoms, a nitro group, a carboxyl 

15 group, a carbamoyl group, a formyl group, a lower alkanoyl 
group, a lower alkanoyloxy group, a hydroxy lower alkyl 
group, a cyano lower alkyl group, a halo lower alkyl group, 
a carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 

20 alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di- lower 

25 alkylamino group, a tri- lower alkylammonio group, an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a 
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di- lower alkylamino lower alkyl group, a tri- lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamlno group, a lower alkanoylamldino lower alkyl 
group, a lower alkylsulf inyl group, a lower alkylsulfonyl 
5 group, a lower alkylsulf onylamino group, a hydroxyimino 
group and a lower alkoxyimino group, or groups represented 
by a formula Yi-Wi-Yz-Rp (wherein: Rp is any of a hydrogen 
atom, or a lower alkyl group, a lower alkenyl group or a 
lower alkynyl group which may be substituted with one to 

10 three of said substituents , or a cyclo lower alkyl group, 
an aryl group, or a heteroaromatic ring group selected from 
a set of groups consisting of an imidazolyl group, an 
isoxazolyl group, an isoquinolyl group, an isoindolyl group, 
an indazolyl group, an indolyl group, an indolizinyl group, 

15 an isothiazolyl group, an ethylenedioxyphenyl group, an 
oxazolyl group, a pyridyl group, a pyradinyl group, a 
pyrimidinyl group, a pyridazinyl group, a pyrazolyl group, 
a quinoxalinyl group, a quinolyl group, a dihydroisoindolyl 
group, a dihydro indolyl group, a thionaphthenyl group, a 

20 naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 
group, a furyl group, a furazanyl group, a triazolyl group, 

25 a benzodioxanyl group and a methylenedioxyphenyl group, or 
an aliphatic heterocyclic group(s) selected from a set of 
groups consisting of an isoxazolinyl group. an 
isoxazolidinyl group, a tetrahydropyridyl group, an 
imidazolidinyl group, a tetrahydrofuranyl group, a 
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tetrahydropyranyl group, a piperazinyl group, a piperidinyl 
group, a pyrrolidinyl group, pyrrolinyl group, a morpholino 
group, a tetrahydroqulnolinyl group and a 
tetrahydroisoquinolinyl group, each of which (heteroaromatic 
ring groups and aliphatic heterocyclic groups) may be 
substituted with one to three of the same or different said 
substituent ( s ) , which are same or different , or furthermore , 
may have (on it) a bicyclic or tricyclic fused ring of a 
partial structure selected from a set of groups consisting 
of: 

C) (!) 

and 

; Wi is a single bond, an oxygen atom, a sulfur atom, SO, 
SO2, NRq, SOaNRq, N(Rq)S02NRr. N(Rq)S02, CH(ORq) , CONRq, 

N(Rq)CO, N(Rq)CONRr. N(Rq)COO, N(Rq)CSO, N(Rq)COS, C{Rq)=CRr, 

C^C. CO, CS, 0C(0), OC(0)NRq, OC(S)NRq, SC(0) , SC(0)NRq and 
C(0)0 (wherein: Rq and Rr are each, a hydrogen atom or a 
lower alkyl group, an aryl group or an aralkyl group, which 
may be substituted with one to three substituent (s) 
selected from a set of groups consisting of a lower alkyl 
group, a cyclo lower alkyl group, a hydroxyl group, a cyano 
group, halogen atoms, a nitro group, a carboxyl group, a 
carbamoyl group, a formyl group, a lower alkanoyl group, a 
lower alkanoyloxy group, a hydroxy lower alkyl group, a 
cyano lower alkyl group, a halo lower alkyl group, a 
carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
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alkylcarbamoyl group. a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamlno group, a dl- lower 
alkylamino group, a tri- lower alkylammonlo group, an amino 
5 lower alkyl group, a lower alkylamino lower alkyl group, a 
di- lower alkylamino lower alkyl group, a tri -lower 
alkylcimmonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkanoylamidino lower alkyl 
group, a lower alkylsulf inyl group, a lower alkylsulf onyl 

10 group, a lower alkylsulf onylamino group, a hydroxyimino 
group and a lower alkoxyimino group, or a lower alkyl group, 
an aryl group or an aralkyl group which may be substituted 
with one to three of said substituent(s) . ) ; and Y2 are 
each, the same or different, a single bond or a straight- 

15 chain or branched lower alkylene group which may have a 
said bicyclic or tricyclic fused ring); 

2) may have a five- to seven- member ed fused ring selected 
from a set of groups consisting of : 



20 which may be together with the carbon atom of said 
nitrogen-containing heteroaromatic cyclic group, on which 
the substituent, which is selected from a set of groups 
consisting of consisting of a lower alkyl group, a lower 
alkanoyl group, a lower alkanoyloxy group, a hydroxy lower 

25 alkyl group, a cyano lower alkyl group, a halo lower alkyl 





and 
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group, a carboxy lower alkyl group, a carbamoyl lower alkyl 
group, lower alkoxy group, a lower alkoxycarbonyl group, 
lower alkoxycarbonylamino group, a lower 

alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 
lower alkylcarbamoyloxy group, a lower alkylamino group, a 
di-lower alkylamino group, a trl-lower alkylammonio group, 
an amino lower alkyl group, a lower alkylamino lower alkyl 
group, a di-lower alkylamino lower alkyl group, a tri- lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkylsulf inyl group, a lower 
alkylsulfonyl group, a lower alkylsulf onylamino group, and 
a lower alkanoylamidino lower alkyl group (hereinafter 
indicated as ring-substituent ) stands, the carbon atom next 
to said carbon atom, and a carbon atom, an oxygen atom 
and/ or a nitrogen atom on said ring-substituent; 
or, 

3) may form a five- to seven -membered ring selected from a 
set of groups consisting of: 

o.o,(>° o.o.cr.o 
c>, 0 ~o 

which may be formed from the carbon atom on which a 
substituent represented by the formula Yi-Wi-Y2-Rp (wherein: 
Yi, Wi, Y2 and Rp have the same meanings as stated above) 
stands, the carbon atom next to said carbon atom, and a 
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carbon atom, an oxygen atom and/or a nitrogen atom on said 
ring-substituent; X and Z are each, the same or different, 
a carbon atom or a nitrogen atom, or being taken together 
with Ri or R2 and/or R3 which may exist on X and Z, forms a 
CH or a nitrogen atom; Y is CO, SO or SO2; 
Ri is any of a hydrogen atom or a substituent represented 
by a formula y3-W2-Y4-Rs (wherein: Rs is any of a hydrogen 
atom or a lower alkyl group, a lower alkenyl group, a lower 
alkynyl group, a cyclo lower alkyl group, an aryl group, 
and a heteroaromatic ring group which is selected from a 
set of groups consisting of an imidazolyl group, an 
isoxazolyl group, an isoquinolyl group, an isoindolyl group, 
an indazolyl group, an indolyl group, an indolizinyl group, 
an isothiazolyl group, an ethylenedioxyphenyl group, an 
oxazolyl group, a pyridyl group, a pyradinyl group, a 
pyrimidinyl group, a pyridazinyl group, a pyrazolyl group, 
a quinoxalinyl group, a quinolyl group, a dihydroisoindolyl 
group, a dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 
group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 
an aliphatic heterocyclic group selected from a set of 
groups consisting of an isoxazolinyl group, an 
isoxazolidinyl group, a tetrahydrppyridyl group, an 
imidazolidinyl group, a tetrahydrofuranyl group, a 
piperazinyl group, a piperidinyl group, a pyrrolidinyl 
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group, pyrrolinyl group. a morpholino group, a 
tetrahydroquinolinyl group and a tetrahydroisoquinolinyl 
group, all of which may be substituted with one to three of 
said substituent(s) ; W2 is a single bond, an oxygen atom, a 
sulfur atom, SO, SO2, NRt, SOzNRt, N(Rt)S02NRu, N(Rt)S02, 
CH(ORt), CONRt, N(Rt)CO, N(Rt)CONRu, N(Rt)COO. N(Rt)CSO. 
N(Rt)COS, C(Rv)=CRr, C=C. CO, CS. 0C(0) , OC(0)NRt. OC(S)NRt, 
SC(0), SC(0)NRt and C(0)0 (wherein: Rt and Ru are each a 
hydrogen atom or a substituent selected from a set of 
groups consisting of a lower alkyl group, a hydroxyl group, 
a cyano group, halogen atoms, a nitro group, a carboxyl 
group, a carbamoyl group, a formyl group, a lower alkanoyl 
group, a lower alkanoyloxy group, a hydroxy lower alkyl 
group, a cyano lower alkyl group, a halo lower alkyl group, 
a carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di-lower 
alkylamino group, a tri- lower alkylammonio group, an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a 
di-lower alkylamino lower alkyl group, a tri -lower 
alkylammonio lower alkyl group, a lower alkanoylamino group 
an aroylamino group, a lower alkanoylamidino lower alkyl 
group, a lower alkylsulf inyl group, a lower alkylsulf onyl 
group, a lower alkylsulf onylamino group, a hydroxyimino 
group and a lower alkoxyimino group, or a lower alkyl group 
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an aryl group or an aralkyl group which may be substituted 
with one to three of said substituent(s) ) ; Y3 and Y4 are 
each, the same or different, a single bond or a straight - 
chain or branched lower alkylene group) , or Ri is a lower 
alkyl group which may be substituted with one to three of 
the same or different substituent (s) which is selected from 
a set of groups consisting of a lower alkyl group, a 
hydroxyl group, a cyano group, halogen atoms, a nitro group, 
a carboxyl group, a carbeiraoyl group, a formyl group, a 
lower alkanoyl group, a lower alkanoyloxy group, a hydroxy 
lower alkyl group, a cyano lower alkyl group, a halo lower 
alkyl group, a carboxy lower alkyl group, a carbamoyl lower 
alkyl group, lower alkoxy group, a lower alkoxycarbonyl 
group, lower alkoxycarbonylamino group, a lower 
alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 
lower alkylcarbamoyloxy group, an amino group, a lower 
alkylamino group, a di- lower alkylamino group, a tri- lower 
alkylammonio group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di- lower alkylamino lower 
alkyl group, a tri-lower alkylammonio lower alkyl group, a 
lower alkanoylamino group, an aroylamino group, a lower 
alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
group, a lower alkylsulf onyl group, a lower 
alkylsulf onylamino group, a hydroxyimino group and a lower 
alkoxyimino group, or a substituent or substituent s 
selected from groups represented by the formula Y3-W2-Y4-RS 
(wherein: Rs, W2, Y3 and Y4 have the same meanings as stated 
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above), or Ri forms a nitrogen atom together with X.); R2 
and R3 are each independently, the same or different, a 
hydrogen atom, a hydroxy group, a lower alkyl group, a 
lower alkoxy group, or a substituent represented by the 
5 formula Y3-W2-Y4-RS ( wherein: Rs, W2, Y3 and Y4 have the 
same meanings as stated above), or either one of R2 or R3 
forms, together with Ri and X, a saturated five- to eight- 
membered cyclic group selected from sets of groups of (a) 
and (b): 



and the another one of R2 or R3 binds to a carbon atom or a 
15 nitrogen atom on the ring, or to a carbon atom, an oxygen 
atom and/or nitrogen atom on said ring- substituent to form 
a five- to seven-membered ring, or R2 and R3 are combined 
to form a spiro cycle lower alkyl group, or are together 
furthermore with Z to which they bind to form an 0x0 (keto, 
20 or carbonyl) group, or they {R2 and R3) form, together with 
Z, Ri and X, on which they stand, a saturated or an 
unsaturated five- to eight membered cyclic group which may 
be selected from sets of groups of (a) and (b) : 






and 
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(b) 



nJ^ ' N^> ^ O ana O 




.which may contain one or more kinds of hetero atom(s) 
selected from a group of a nitrogen atom, an oxygen atom 
and a sulfur atom, or which may be fused with any of a 
cyclo lower alkyl group, an aryl group, a heteroaromatic 
ring group selected from a set of groups consisting of an 
Imldazolyl group, an isoxazolyl group, an Isoquinolyl group, 
an isoindolyl group, an indazolyl group, an indolyl group, 
an indolydinyl group, an isothiazolyl group, an 
ethylenedloxyphenyl group, an oxazolyl group, a pyrldyl 
group, a pyradinyl group, a pyrimidinyl group, a 
pyridazinyl group, a pyrazolyl group, a quinoxalinyl group, 
a . quinolyl group, a dihydroisoindolyl group, a 
dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 
group, a furyl group, a furazanyl group, a triazolyl group. 
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a benzodioxanyl group and a methylenedioxyphenyl group, or 
an aliphatic heterocyclic group(s) selected from a set of 
groups consisting of an isoxazolinyl group, an 
isoxazolidinyl group, a tetrahydropyridyl group, an 
5 imidazolidinyl group, a tetrahydrofuranyl group, a 
tetrahydropyranyl group, a piperazinyl group, a piperidinyl 
group, a pyrrolldinyl group, pyrrollnyl group, a morpholino 
group, a tetrahydroquinolinyl group and a 
tetreihydroisoquinolinyl group, which may be substituted 

10 with one to three of the same or different substituent (s) 
selected from a set of groups consisting of a lower alkyl 
group, a spiro cyclo lower alkyl group which may be 
substituted, a hydroxyl group, a cyano group, halogen atoms, 
a nitro group, a carboxyl group, a carbamoyl group, a 

15 formyl group, a lower alkanoyl group, a lower alkanoyloxy 
group, a hydroxy lower alkyl group, a cyano lower alkyl 
group, a halo lower alkyl group, a carboxy lower alkyl 
group, a carbamoyl lower alkyl group, lower alkoxy group, a 
lower alkoxycarbonyl group, lower alkoxycarbonylamino group, 

20 a lower alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di-lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 
lower alkylcarbamoyloxy group, an amino group, a lower 
alkyleimino group, a di-lower alkylamino group, a tri- lower 

25 alkylammonio group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di-lower alkylamino lower 
alkyl group, a tri- lower alkylammonio lower alkyl group, a 
lower alkanoylamino group, an aroylamino group, a lower 
alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
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group, a lower alkylsulf onyl group, a lower 
alkylsulfonylamino group, a hydroxyimino group and a lower 
alkoxyimino group, and a substituent or substituents 
selected from groups represented by the formula Yi-Wi-Y2-Rp 
5 (wherein: Rp, Wi, Yi and Y2 have the same meanings as stated 
above); R4 and R5 are each, the same or different, a 
hydrogen atom, halogen atoms, a hydroxy group, an amino 
group, or a substituent represented by the formula Y3-W2-Y4- 
£^ Rs (wherein: Rg, W2, Y3 and Y4 have the same meanings as 

U 10 stated above), or any of a lower alkyl group, an aryl group 
yi or an aralkyl group which may be substituted with one to 



Ui 



three of the same or different substituent (s) selected from 
both a set of groups consisting of a lower alkyl group, a 



O 

tl cyano group, a nitro group, a carboxyl group, a carbamoyl 

Z1 15 group, a formyl group, a lower alkanoyl group, a lower 



alkanoyloxy group, a hydroxy lower alkyl group, a cyano 
lower alkyl group, a halo lower alkyl group, a carboxy 
lower alkyl group, a carbamoyl lower alkyl group, lower 
alkoxy group, a lower alkoxycarbonyl group, lower 

20 alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di- lower 

25 alkylamino group, a tri-lower alkylammonio group, an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a 
di-lower alkylamino lower alkyl group. a tri-lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkanoylamidino lower alkyl 
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group, a lower alkylsulf inyl group, a lower alkylsulf onyl 
group, a lower alkylsulf onylcimino group, a hydroxyimino 
group and a lower alkoxyimino group, and groups represented 
by the formula Y3-W2-Y4-RS (wherein: Rg, W2, Y3 and Y4 have 
the same meanings as stated above); and the formula — 
represents either a single bond or a double bond. 

8. A method of preparing a compound of Formula (I) or 
pharmaceutically acceptable salts thereof : 
Formula (I) 



characterized by reacting a compound represented by Formula 
(V): 

Formula (V) 



R40 R50 

, wherein: X, Y, Z, Rio, R20, R30. R40, K50 and the formula 
— have the same meanings as stated above, 
with a compound represented with Formula (VI): 
Formula (VI) 




R4 R5 



wherein: Ar, X, Y, Z, Ri, R2, R3, R4, R5 and the formula 



— have the same meanings as stated above. 




HaN-Aro (VI) 
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, wherein: Ar© have the same meanings as stated above. 



to give a compound of Formula (II): 



Formula (II) 




R40 R50 
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5 , wherein: Aro, X, Y, Z, Rio, R20. R30. R4o» R50 and the 
formula — have the same meanings as stated above 
, and then, by removing. If necessary, the protective 
group(s) . 

10 9 . A method for preparing a compound of Formula ( I ' ' ) 



, wherein: Ti Is any of a single bond or a straight -chain 
or branched lower alkylene, an aryl group, a heteroromatlc 

15 ring group, an aliphatic heterocyclic group, and an Ar 
which has a convertible functional group(s) including or an 
aralkyl group; Q is Wi-Y2-Rp (wherein: Wi, Y2 and Rp have the 
same meanings as stated above), X, Y, Z, Ri, R2, R3, R4. R5 
and the formula — have the same meanings as stated above, 

20 and salts thereof characterized by first making a compound 
of a formula (VII) : 




Q 



(I") 



Formula (VII) 
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O 

^10^ (VII) 

, wherein: L is a reactive substituent which may be 
protected, and may have a functional group which can be 
converted into other functional group, Tio is any of a 
5 single bond or , if appropriate, a straight -chain or 
branched lower alkylene group which may have a protected 
^, substituent (s ) , an aryl group, a heteroaromatic ring group. 

O an aliphatic heterocyclic group, and an Aro which has a 

y convertible functional group including an aralkyl group. 

Si 10 reacting with a compound of a formula (VIII): 



Formula (VIII) 

H2 N-NH-Reo (VIII) 



Ul 
h 

p= , wherein: Reo is a hydrogen atom or a protective group for 

PJ an amino group, 

pj 15 to obtain a compound of a formula (IX): 
Formula (IX) 

(IX) 

, wherein: Tio, Reo and L have the same meanings as stated 
above , 

20 and then by making said compound react with a compound of a 
Formula (III): 

Formula (III) 
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NHa (III) 

R40 R50 

, wherein: X, Y, Z, Rio, R20. R30. R4o# R50 and the formula 
— have the same meanings as stated above] and one of 
reactive derivatives of formate ester, if necessary, in the 
presence of a base ro give a compound of a formula (X) : 

Formula (X) 
R^o ^20 

-m (X) 



R4O Rgr 



O 



. wherein: X, Y, Z, Tio, Rio, R20. R30, R40, R50, Reo and the 
formula = have the same meanings as stated above, 
and by subjecting the compound obtained to transformation 
reaction of the substituent L and/or removal of the 
protective group. 



10. A Cdk4 and/or Cdk6 inhibitory drug containing as the 
active ingredient a compound of Formula (I) and 
pharmaceutically acceptable salts thereof: 
Formula ( I ) 

/A o 
R4 R5 

, wherein: Ar is a nitrogen-containing heteroaromatic ring 
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group selected from a set of groups consisting of a pyridyl 
group, a pyrimidinyl group, a pyradinyl group, a 
pyridazinyl group, a thiazolyl group, an isothiazolyl group, 
an oxazolyl group, an isoxazolyl group, a pyrazolyl group, 
a pyrrolyl group, an imidazolyl group, an indolyl group, an 
isoindolyl group, a quinolyl group, an isoquinolyl group, a 
benzothiazolyl group, and a benzoxazolyl group, which: 
1) may be substituted with one to three of the same or 
different substituent(s) selected from a set of groups 
consisting of a lower alkyl group, a hydroxyl group, a 
cyano group, halogen atoms, a nitro group, a carboxyl group, 
a carbamoyl group, a formyl group, a lower alkanoyl group, 
a lower alkanoyloxy group, a hydroxy lower alkyl group, a 
cyano lower alkyl group, a halo lower alkyl group, a 
carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di- lower 
alkylamino group, a tri- lower alkylammonio group, an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a 
di-lower alkylcimino lower alkyl group, a tri-lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkanoylamidino lower alkyl 
group, a lower alkylsulf inyl group, a lower alkylsulf onyl 
group, a lower alkylsulf onylamino group, a hydroxyimino 
group and a lower alkoxyimino group, and groups represented 
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by a formula Yi-Wi-y2-Rp (wherein: Rp is any of a hydrogen 
atom, or a lower alkyl group, a lower alkenyl group or a 
lower alkynyl group which may be substituted with one to 
three of said substituents , or a cyclo lower alkyl group, 
5 an aryl group, a heteroaromatic ring group selected from a 
set of groups consisting of an imidazolyl group, an 
isoxazolyl group, an isoquinolyl group, an isoindolyl group, 
an indazolyl group, an indolyl group, an indolizinyl group, 
an isothiazolyl group, an ethylenedioxyphenyl group, an 

10 oxazolyl group, a pyridyl group, a pyradinyl group, a 
pyrimidinyl group, a pyridazinyl group, a pyrazolyl group, 
a quinoxalinyl group, a quinolyl group, a dihydroisoindolyl 
group, a dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 

15 group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 
group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 

20 an aliphatic heterocyclic group(s) selected from a set of 
groups consisting of an isoxazolinyl group, an 
isoxazolidinyl group, a tetrahydropyridyl group, an 
imidazolidinyl group, a tetrahydrofuranyl group, a 
tetrahydropyranyl group, a piperazinyl group, a piperidinyl 

25 group, a pyrrolidinyl group, pyrrolinyl group, a morpholino 
group, a tetrahydroquinolinyl group and a 
tetrahydroisoquinolinyl group, each of which cyclic group 
may be substituted with one to three of said substituents 
or, furthermore, may have (on it) a bicyclic or tricyclic 
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fused ring of a partial structure selected from a set of 
groups consisting of : 



; Wi is a single bond, an oxygen atom, a sulfur atom, SO, 

5 SO2, NRq. SOzNRq, N(Rq)S02NRr, N(Rq)S02, CH(ORq), CONRq, 

N{Rq)CO. N(Rq)CONRr, N(Rq)COO, N(Rq)CSO, N(Rq)COS, C(Rq)=CRr, 
C=C, CO, CS, 0C(0), OC(0)NRq, OC(S)NRq, SC(0), SC{0)NRq and 
C(0)0 (wherein: Rq and Rr are each a hydrogen atom or a 
lower alkyl group, an aryl group or an aralkyl group, which 

10 may be substituted with one to three substituent(s) 
selected from a set of groups consisting of a lower alkyl 
group, a cyclo lower alkyl group, a hydroxyl group, a cyano 
group, halogen atoms, a nitro group, a carboxyl group, a 
carbamoyl group, a formyl group, a lower alkanoyl group, a 

15 lower alkanoyloxy group, a hydroxy lower alkyl group, a 
cyano lower alkyl group, a halo lower alkyl group, a 
carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group , a lower alkoxycarbonyl group , lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 

20 lower alkyl group, a lower alkylcarbcimoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di- lower alkylcarbamoyloxy group, 
an amino group, a lower alkylcimino group, a di- lower 
alkylamino group, a tri- lower alkylammonio group, an amino 

25 lower alkyl group, a lower alkylamino lower alkyl group, a 
di- lower alkylamino lower alkyl group, a tri -lower 
alkylairanonio lower alkyl group, a lower alkanoylamino group 
an aroylamino group, a lower alkanoylamidino lower alkyl 




and 
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group, a lower alkylsulf inyl group, a lower alkylsulf onyl 
group, a lower alkylsulf onylamino group, a hydroxyimino 
group and a lower alkoxylmino group, and which may have one 
to three said substituent or substituents . ) ; Yi and Yz are 
5 each, the same or different, a single bond or a straight- 
chain or branched lower alkylene group which may have a 
said bicyclic or tricyclic fused ring); 

2) may have a five- to seven -membered fused ring selected 
from a set of groups consisting of: 



which may be together with the carbon atom of said 
nitrogen-containing heteroaromatic ring group, on which the 
substituent, which is selected from a set of groups 
consisting of consisting of a lower alkyl group, a lower 

15 alkanoyl group, a lower alkanoyloxy group, a hydroxy lower 
alkyl group, a cyano lower alkyl group, a halo lower alkyl 
group, a carboxy lower alkyl group, a carbamoyl lower alkyl 
group, lower alkoxy group, a lower alkoxycarbonyl group, 
lower alkoxycarbonylamino group, a lower 

20 alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 
lower alkylcarbamoyloxy group, a lower alkylamino group, a 
di- lower alkylamino group, a tri- lower alkylammonio group, 

25 an amino lower alkyl group, a lower alkylamino lower alkyl 
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group, a di-lower alkylamino lower alkyl group, a tri-lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkylsulf inyl group, a lower 
alkylsulfonyl group, a lower alkylsulf onylamino group, and 
5 a lower alkanoylamldino lower alkyl group (hereinafter 
Indicated as ring - subs tituent) stands, the carbon atom next 
to said carbon atom, and a carbon atom, an oxygen atom 
and/or a nitrogen atom on said ring- subs tituent; 



10 3) may form a five- to seven -membered ring selected from a 
set of groups consisting of: 



which may formed from the carbon atom on which a 
subs tituent represented by the formula Yi-Wi-Y2-Rp (wherein: 
15 Yi, Wi, Y2 and Rp have the same meanings as stated above) 
stands, the carbon atom next to said carbon atom, and a 
carbon atom, an oxygen atom and/or a nitrogen atom on said 
ring-substituent . 

; X and Z are each, the same or different, a carbon atom or 
20 a nitrogen atom, or being taken together with Ri or R2 
and/or R3 which may exist on X or Z, forms a CH or a 
nitrogen atom; Y is CO, SO or SO2; Ri is any of a hydrogen 
atom or a substituent represented by a formula Y3-W2-Y4-RS 
(wherein: Rs is a hydrogen atom or a lower alkyl group, a 
25 lower alkenyl group, a lower alkynyl group, a cycle lower 
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alkyl group, an aryl group, and a heteroarpmatic ring group 
selected from a set of groups consisting of an Imldazolyl 
group, an Isoxazolyl group, an Isoqulnolyl group, an 
Isolndolyl group, an indazolyl group, an indolyl group, an 
5 Indolizinyl group, an Isothlazolyl group, an 
ethylenedioxyphenyl group, an oxazolyl group, a pyrldyl 
group, a pyradlnyl group, a pyrlmldlnyl group, a 
pyrldazlnyl group, a pyrazolyl group, a quinoxalinyl group, 
a qulnolyl group, a dlhydrolsolndolyl group, a 

10 dlhydrolndolyl group, a thlonaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzolmldazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 
benzotrlazolyl group, a benzofuranyl group, a thiazolyl 
group, a thladiazolyl group, a thlenyl group, a pyrrolyl 

15 group, a furyl group, a furazanyl group, a trlazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 
an aliphatic heterocyclic group (which is) selected from a 
set of groups consisting of an isoxazolinyl group, an 
isoxazolidlnyl group, a tetrahydropyrldyl group, an 

20 Imldazolidlnyl group, a tetrahydrofuranyl group, a 
piperazlnyl group, a piperidinyl group, a pyrrolidinyl 
group, pyrrollnyl group, a morphollno group, a 
tetrahydroquinolinyl group and a tetrahydroisoquinolinyl 
group, all of which may be substituted with one to three of 

25 said substituent(s) ; W2 is a single bond, an oxygen atom, a 
sulfur atom, SO, SO2, NRt, SOzNRt, N(Rt)S02NRu, N(Rt)S02, 
CH(ORt), CONRt, N(Rt)CO, N(Rt)CONRu. N(Rt)COO. N(Rt)CSO. 
N(Rt)COS, C{Rv)=CRr, C=C, CO, CS, 0C(0) , OC(0)NRt, OC(S)NRt. 
SC(0), SC(0)NRt and C(0)0 (wherein: Rt and Ru are each a 
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hydrogen atom or a substituent selected from a set of 
groups consisting of a lower alkyl group, a hydroxy group, 
a cyano group, halogen atoms, a nitro group, a carboxyl 
group, a carbamoyl group, a formyl group, a lower alkanoyl 
group, a lower alkanoyloxy group, a hydroxy lower alkyl 
group, a cyano lower alkyl group, a halo lower alkyl group, 
a carboxy lower alkyl group, a carbamoyl lower alkyl group, 
lower alkoxy group, a lower alkoxycarbonyl group, lower 
alkoxycarbonylamino group, a lower alkoxycarbonylamino 
lower alkyl group, a lower alkylcarbamoyl group, a di- lower 
alkylcarbamoyl group, a carbamoyloxy group, a lower 
alkylcarbamoyloxy group, di-lower alkylcarbamoyloxy group, 
an amino group, a lower alkylamino group, a di-lower 
alkylamino group, a tri- lower alkylammonio group, an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a 
di-lower alkylamino lower alkyl group. a tri-lower 
alkylammonio lower alkyl group, a lower alkanoylamino group, 
an aroylamino group, a lower alkanoylamidino lower alkyl 
group, a lower alkylsulf inyl group, a lower alkylsulf onyl 
group, a lower alkylsulf onylamino group, a hydroxyimino 
group and a lower alkoxyimino group, or a lower alkyl group, 
an aryl group or an aralkyl group which may be substituted 
with one to three of said substituent or substituents) ; Y3 
and Y4 are each, the same or different, a single bond or a 
straight -chain or branched lower alkylene group, or Ri is 
an lower alkyl group which may be substituted with one to 
three of the same or different substituent or substituents 
selected from a set of groups consisting of a lower alkyl 
group, a hydroxyl group, a cyano group, halogen atoms, a 




nitro group, a carboxyl group, a carbamoyl group, a formyl 
group, a lower alkanoyl group, a lower alkanoyloxy group, a 
hydroxy lower alkyl group, a cyano lower alkyl group, a 
halo lower alkyl group, a carboxy lower alkyl group, a 
5 carbamoyl lower alkyl group, lower alkoxy group, a lower 
alkoxycarbonyl group, lower alkoxycarbonylamlno group, a 
lower alkoxycarbonylamlno lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 

10 lower alkylcarbamoyloxy group, an amino group, a lower 
alkylamlno group, a di-lower alkylamlno group, a tri-lower 
alkylaramonio group, an amino lower alkyl group, a lower 
alkylamlno lower alkyl group, a di-lower alkylamlno lower 
alkyl group, a tri-lower alkylammonio lower alkyl group, a 

15 lower alkanoylamino group, an aroylamino group, a lower 
alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
group, a lower alkylsulf onyl group, a lower 
alkylsulf onylamino group, a hydroxyimino group and a lower 
alkoxyimino group, and a substituent selected from groups 

20 represented by the formula Y3-W2-Y4-RS (wherein: Rg, W2, Y3 
and Y4 have the same meanings as stated above), or Ri forms 
a nitrogen atom together with X; R2 and R3 are each 
independently, the same or different, a hydrogen atom, a 
hydroxy group, a lower alkyl group, a lower alkoxy group, 

25 or a substituent represented by the formula Y3-W2-Y4-RS 
( wherein: Rs, W2. Y3 and Y4 have the same meanings as 
stated above ) , or either one of R2 or R3 forms , together 
with Ri and X, a saturated five- to eight -membered cyclic 
group selected from sets of groups of (a) and (b): 



# 
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(a) 



o, c>. o. 



and 



(b) 




and the other one of R2 or R3 binds to a carbon atom or a 
nitrogen atom on the ring, or to a carbon atom, an oxygen 
atom and/or nitrogen atom on said ring-substituent to form 
a five- to seven -membered ring, or R2 and R3 are combined 
to form a spiro cyclo lower alkyl group, or R2 and R3 are 
conbined furthermore with Z on which they exist to form an 
0x0 (keto, or carbonyl) group, or they (R2 and R3) form, 
together with Z, Ri and X on which they stand, a saturated 
or an unsaturated five- to eight -membered cyclic group 
which may be selected from sets of groups of (a) and (b): 



(a) 





and 





which may contain one or more kinds of hetero atom(s) 
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selected from a group of a nitrogen atom, an oxygen atom 
and a sulfur atom, or which may be fused with any of a 
cyclo lower alkyl group, an aryl group, a heteroaromatic 
ring group selected from a set of groups consisting of an 
5 imidazolyl group, an isoxazolyl group, an isoquinolyl group, 
an isoindolyl group, an indazolyl group, an indolyl group, 
an indolydinyl group, an isothlazolyl group, an 
ethylenedioxyphenyl group, an oxazolyl group, a pyridyl 
group, a pyradlnyl group, a pyrimidinyl group, a 

10 pyridazinyl group, a pyrazolyl group, a quinoxalinyl group, 
a quinolyl group, a dihydroisoindolyl group, a 
dihydroindolyl group, a thionaphthenyl group, a 
naphthyridinyl group, a phenazinyl group, a benzoimidazolyl 
group, a benzoxazolyl group, a benzothiazolyl group, a 

15 benzotriazolyl group, a benzofuranyl group, a thiazolyl 
group, a thiadiazolyl group, a thienyl group, a pyrrolyl 
group, a furyl group, a furazanyl group, a triazolyl group, 
a benzodioxanyl group and a methylenedioxyphenyl group, or 
an aliphatic heterocyclic group{s) selected from a set of 

20 groups consisting of an isoxazolinyl group. an 
isoxazolidinyl group, a tetrahydropyridyl group, an 
imidazolidinyl group, a tetrahydrofuranyl group, a 
tetrahydropyranyl group, a piperazinyl group, a piperidinyl 
group, a pyrrolidinyl group, pyrrolinyl group, a morpholino 

25 group, a tetrahydroquinolinyl group and a 
tetrahydroisoquinolinyl group, which may be substituted 
with one to three of the same or different substituent(s) 
selected from a set of groups consisting of a lower alkyl 
group, a spiro cyclo lower alkyl group which may be 



O 

a 
hi 

42 

m 
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substituted, a hydroxyl group, a cyano group, halogen atoms, 
a nltro group, a carboxyl group, a carbamoyl group, a 
formyl group, a lower alkanoyl group, a lower alkanoyloxy 
group, a hydroxy lower alkyl group, a cyano lower alkyl 
5 group, a halo lower alkyl group, a carboxy lower alkyl 
group, a carbamoyl lower alkyl group, lower alkoxy group, a 
lower alkoxycarbonyl group, lower alkoxycarbonylamino group, 
a lower alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 

10 carbaraoyloxy group, a lower alkylcarbamoyloxy group, di- 
lower alkylcarbamoyloxy group, an amino group, a lower 
alkylcimino group, a di- lower alkylamino group, a tri- lower 
alkylcimmonio group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di- lower alkylamino lower 

15 alkyl group, a tri-lower alkylammonio lower alkyl group, a 
lower alkanoylamino group, an aroylamino group, a lower 
alkanoylamldino lower alkyl group, a lower alkylsulf inyl 
group, a lower alkylsulf onyl group, a lower 
alkylsulf onylamino group, a hydroxyimino group and a lower 

20 alkoxyimino group, and a substituent selected from groups 
represented by the formula Yi-Wi-Y2-Rp (wherein: Rp, Wi, Yi 
and Y2 have the same meanings as stated above); R4 and R5 
are each, the same or different, a hydrogen atom, halogen 
atoms, a hydroxy group, an amino group, or a substituent 

25 represented by the formula Y3-W2-Y4-RS (wherein: Rs, W2, Y3 
and Y4 have the same meanings as stated above) . or any of a 
lower alkyl group, an aryl group or an aralkyl group which 
may be substituted with one to three of the same of 
different substituent or substituents selected from both a 
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set of groups consisting of a lower alkyl group, a cyano 
group, a nitro group, a carboxyl group, a carbamoyl group, 
a formyl group, a lower alkanoyl group, a lower alkanoyloxy 
group, a hydroxy lower alkyl group, a cyano lower alkyl 
group, a halo lower alkyl group, a carboxy lower alkyl 
group, a carbamoyl lower alkyl group, lower alkoxy group, a 
lower alkoxycarbonyl group, lower alkoxycarbonylamino group, 
a lower alkoxycarbonylamino lower alkyl group, a lower 
alkylcarbamoyl group, a di- lower alkylcarbamoyl group, a 
carbamoyloxy group, a lower alkylcarbamoyloxy group, di- 
lower alkylcarbamoyloxy group, an amino group, a lower 
alkylamino group, a di-lower alkylamino group, a tri-lower 
alkylammonio group, an amino lower alkyl group, a lower 
alkylamino lower alkyl group, a di-lower alkylamino lower 
alkyl group, a tri-lower alkylammonio lower alkyl group, a 
lower alkanoylamino group, an aroylamino group, a lower 
alkanoylamidino lower alkyl group, a lower alkylsulf inyl 
group, a lower alkylsulf onyl group, a lower 
alkylsulf onylamino group, a hydroxyimino group and a lower 
alkoxyimino group, or groups represented by the formula Y3- 
W2-Y4-RS (wherein: Rs. W2, Y3 and Y4 have the same meanings 
as stated above); and the formula represents either a 

single bond or a double bond. 



